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^= (57) Abstract: A granular pharmaceutical composition of solifenacin or its salt that in the application of preparations of solifenacin 
or its salt in clinical fields, has spherical form suitable for coaling, being capable of inhibiting aging decomposition so as to be stable. 
In particular, there is provided a granular pharmaceutical composiiion produced by in the formulation of granular composition of 
solifenacin, employing a binding agent of < 174°C Tg or mp. Further, there is provided a granular composition of solifenacin or its 
salt further stabilized by addition of crystallization promoting treatment after production of the granular pharmaceutical composition. 
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(D-^sm^ M^lty^h—:^. en. -/V^ll. y/vt'>-/v. -x-yvh-;^, b^/Nn-;^ 

mtmfhti. zti^(Dmmhmi^tcmmu±.^mMm'^^-^xm'6ztt^ 
[0034] ^fc. m.^.(Dmmm^vm.^.(Dm\^mm\i E^wj^fF^$ti6^.(^-rfe 

fcmnsx±^mms.^^iD^x^\^^:Lt^-^mxh?>. m.'^oi&^mmux m 

aiy,xyh--yi/, yyry^^ e*t. ^/vf"b-/^. ^y^h^/v^-^^fjil^^l-ar 

mm^t^^xm^^:it-h ^mx^^. 

[0035] ^«0,^V«ItCf-t;tT7k^^t4,^57^T-^fi,ffl1-5>^(i.f?iJ;?-fltKP^ 

^mn. :^mm(Dn^'Jtkmmmm^(Dm^mRw-^fcimm(DiK^^m\::.}t^zx 
m-sim^^M^K mnmmcmo^momg^m^vi. M^-^f^uf45o~9oom 

gXh^. #{ilOO~800mg:aWaiT^*)5o 

[0036] ^fc. mm<DM^^mm. ^Mi«(Dmm. m.<^.(Dm ^mmm^-^ 
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[0037] iixri^^mm(Dn^'^mmM^(Dmmm^mm'r^c 

n6o yvy^i-»imMmm^m^)i\:x^^^mxh^if. mw. m^th 

[0038] mm^-Tr^^^-r^miu^m^n^mmtLxa. m^mmmmmmLo-u 
[0039] iixr\c:^mm(D^^iikmmmf^m^^^^^fcum\^mmm(Dmmm^mm'r 

So 

■^Lx.f)^-fy>^U'^!^^f^M'i^(DMy'mm^'r^^mtLxmmi-xmmRW'^fzi-± 
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&.±Kl]mi-^c fiiS^LT30~100RH%-tr&"9> ^^b<{*50~90RH%-e& 

[0040] H^^r?i2OO2-92O57-^^$S(*IB^JS#fFWIS^r?S^2OO3/O997Ol^P^l0»)Jl 

ma^->-:^\^xmmm^m^xhnmmn^j:^^t\ mM^^mmtLxo.oi^so 

%(w/w)^^M^Lv\ mmmm-±mmimx^^m^xh^mm}t^£\'f)\ 0.1^2 
og/mindSM^Lv^o mmum-im^numtLxio-^6o''a^ti6^^ftmMx^fhit 

'^mit^tfMtmmmnfi^ \ ^fcmj^(Dm ^mmmtm ^mmum^t> 
«(DHt^ii;±T,^v«^^j®Mi-^*ti©Mi^M-r6c ^SH*r^«. 0.5-120 

[0041] ^fc, *^0J1(75*ii=-:K|SmilJ5^^J(7)^Sft^fi. ^0*^3J^W*u^^t*tE»jt 

[0042] [0i]='/N^^yij:7:n^v'yco|gfB#:, PEGSOOOd^n^n^-v-^^arf— /veooo, H#{t: 
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yhfri/l^faUFVC^n^p^PVP K90, BASF®, J^T PVP ^rU^i") ^ffiV^Ti^Lf::=3/^ 
^^btL/tnPMC^ffiV>fc3-7^^y^B"p^:}x^'tb(?)|&*X||[^^^:^^^-rt^(7)-e 

mmmi 

[0044] HPC-SL ^J^'^^JiLfc=l/^^Myy7a:■:^-y^(Z)5g^gir/^P-;^«^-^(Z)3- 

n/NiJ'ptyyyai^v'^^ lOSP. tKp^-yy°ntVH?/lxn-;^(^pnp^ HPC-SL, 0 

\±mKit^^. mmmmm^^ji'y^r\z.m.%um.m°c. im^%^ i.oomVmin 

. ^^l^nA«M4.0g/min. Pf^^^Ji 3.0kg/cm'TT'nt«=i-T^'^^1-§::it^ 
[0045] «Ml{-T#fe;^fc^^m^#J^25°C75% 120$^;!]PfMU $fe^-30°C40% 3 

nmnmLx'mMt^M^mL^fz.ifmmm.^mmmmrL. 
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[0046] PEG6000^'^^MtLfc=ty^i:7^yVy:^i'i^>(D^^g±/\yn^:^J^MU^-^(D=t^T- 

Ti^Pl»S50°C. ^tl)^M» 0.97mVmin. l^-^t^Mii^lOg/min. 

J±3.0kgWTT»t«=^--^'f>'^^i-5^i:t-J;D*^K(D5|^ii^)|^Mi^^#f^ 
[0047] ^5fe{?^3{CT#^tl.fc*u^^|l^ife^25°C75% vmmmx^. $^>iC30°C40% 3 
«M 5 

[0048] -v-yPb-^ ^^'a-^lJtLfc^/^i?^yy7:n^^>:/(D|^^H^r7^^-^^;(^^^-^(7)rl- 
3.4$|5^7K 26.6g|5i^^/— /V26.6$|5©il^iK}c:^^— 7— (MGM-66, SHIBATA 
60t:. mm'^^MM^ 0.98m Vmin. l§^^^it»M3.0g/min. PfS^^ffi S.Okg/cm' 
[0049] ^ifeM5{CT#^tl.fc^^W^#!I^25'C75% 120#^^IPfML. $fet^30°C40% 3 

[0050] HEC ^f^^^iJiLfc=3/N^^yy:7:n-^i/:/(^|g^H-fe/^n-;^^^;|^i^-^(73ri-x^:/ 
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=i/^^^y^)yx.'ri^y lOU. tKn=^^/^f-/^ir/^n— ;^(jSn"^HEC SE400, 

GM-66. sHiBATAmd^^^^xmwmm^'^mmmm^Mni^fc. m^. ^jw^r 

)Vy4r\ZJmMMm°C. »^5C^ 0.98mVmin, IS^?S«iiig3.0g/min, »t 

[0051] llffiM7(CT#feti;^c:fti^)ytffi^tl^25t:75% 12H*r^^JPMU $b(C30t:40% 3 

[0052] y/^^:=:^y^^^|^^^tJ^Lfc3/^^^myy7:n-j-■•>>^(Z)^^Bir7^P-:^^^;fc5:^-^(753- 

n/Ni^^yy:7^^^>y 10$|3. :7V^P-y^F68(jSp"p^Lutrol F68. BASFI^) 3.4 
26.6^fc^J;t;7K26.6^l:i;^^— (MGM-66, SHIBATAS^)^ffiV^ 

)Vn-y.\cmM:UMJ^^'^. mm^^W 0.94 mVmm. ;-iiS^?««M3.0g/min, 

S^MH 3.0kg/cm'T-t?^»=t"x^>'^^-t-5ri:l-cj;'9«?/1c7)3^^)|:^aj?Sci|^^ 
^ISM 10 

[0053] =i/N^^yy:7^-:hv^^joj;t5PEG(D,MI|-fe/H:2-;^--cD3-X^>'^^~p"p 

:=i/Ni^^yy73i-:hv^>' 10^. PEG(jSp"p^-7^azf-/l.6000. IfP^ 

7X lef^^TT^^y— /H6g[5(7)f|^B^|f^ fC^^— 7— (N4GM-66, SHIBATAi^) SrfflV 

J^M)60^«lbl3g*^a(FLO-U ^75/b^±M)^-itjA^, tfJ^i^?^»l^f0-fe/V 
n-;^!^P^^M45°C. ^Jftft^^a 1.0 mVmin, m^\m.WM.1^ 2.0g/min, PfS 
^51J± 2.0kg/cm'T-ef!e»^-x^^^~-r5ri:l';ij:i9a^t^<Z)|^*^#/c. 
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11 

[0054] 3/A^^yiJ:73i^^/:/:}oj;t/PEGcD|§a1,ir/i^n-;^--cD=i— x^y^-~p"p 

mmm 12 
[0055] mfji^mmm^m^^fcm^ 

3/NiJr|^yiJ73i-:hv->' 10^,PEG(j^n"pife-7^n=f-/^6000, 3.4 

§P^ZR 53.2g^|C^^-7-(MGM-66. SHIBATAM) ^fflV^T^I#^t^?$*ilstI^§ 
t-S^flS^tfCo ^jfei^. /i5^H%ir/^n-;^(^p"p:^ir/v:7^T:mfb^M)60^P«ilJi 

Ot:, i)fE»J^5C* 0.97mVmin. ^^f^fft»jii^7.0g/min, ^tS^^tJi S.Okg/cm'T 

mMm 13 

[0056] =t/Ni^^yy-73::J-v'>'^Q j:U?PEG(D|g^Hir7kP— T^^yi/pRp (^tl^»50 
%) 

^^--^WrJVy^^^yy lOtR. PEG(iSp"n^-^^n=fW^6000. 3.4 
SP^T^^y— /V 26.6SP*Dj;U«7K26.6$|3(c;^^— (MGM-66. SHIBATAM) V ^ 

f[ij5gM)60fP«tl]ji3tM(FLO-U ^75'hliS){CttjA^, tfj»«^/l5^fp-fe 
/Vn-;^[^P^^Si*54=C. \mi^%^ 0.94 mVmin, /l^-^^RWjiitS.Og/min, 

-r5r^}^J;o-c»-^»(^#v^ (»^i50%) 
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[0057] [it^Ml] 

TC-5E, itBit^B. J^T HPMC t^^-T) 3.4g|5^* 2e.6UW/~^^26.QU(D 

u^mi^^^-y- (MGM-66, sHiBATAM) ^rmw^M^'^Mmmm^m 

i±'^^. mM^^W^±/^y-<r\m%M.&50°C. Utm^MM 0.94 mVmin. 

itm^n'x:-uhfircn^ms.f^'Y^)^25°c7o% mmmuu ^^^-30^:40% 3 

[0058] [M:^M3] 

pvp{K90)^W^MtLtc^^^^^yvyx.i-i^y(DW^B'^^i^^—^^ML^^<D=i—v- 
=^y^^myvy^i-iyy 10^, TKyt^^^/i^t-nyFvc^p^p^pvp k9o, basf^, }^ 

T PVP tm-t) 3.4^f|3^^ 26.6^t7^'?y—/V26.6^<Dm^'M\^^^—y— (MGM- 

66. sHiBAT AM) ^m^xmwmm^^mmmm^mmL.f'o -mz. ^/vy^rm 
^r\m%&&5o°c. mwi'^M.m 0.97m Vmm. '^^mmm^Mmeg/mm. mm^n 

[0059] [itmm^] 

MC^^^'^mti.fc=iy^^myVy:^i'iy>'(DmMi±/^^-^mML^^(D=i-y'ry^ 
n°p(2) 
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-(MGM-66. sHiB AT Am) ^m^xmwmm^^mmmm^mmhfc. m^. 

:7^r (jifl{bj5^M)6o$[i«ii]ji3tM(FLo-i. ^'yvy^m)\^m^^. mmmm 

^mc^)\^y^r\ZM^^:UMJb^°C. mm'&^A 0.97mVmin, fg-^r^tg^^iSSg/min 

[0060] 

Pt^^#B"p(^!|5^*X^lHlJff^m(^gi:LTRINT 1400: t^Cu. t«J±40 KV . t 

fl:r^40 mA, ^SMSOOO'^ /min Srl^^) ^/T^-f. >tMf-=3/N^gtyiJ:7 

^-:h>>>^(D|§B%fls:*5j:tJ^PEG(D;^cD;1$;^^#fS-r5. ^JS^y-e^LfcPE 

III2^c}^4^[H]||J^iM-e^Lf^PEG^ffiv^fl■fe/^y^T-^6or3w-^^^^-gB^( 
«M3):joj;t;it^Ml-e^LfcHPMC^Mv>fc3-7^^^/^p"pC0*$^^Xim[lI*f^ 

:^(SS^LTRINT 2000: WB|<Cu, f^®|±50 KV , ^^r;fc300 mA, ^S?iit60000 
° /min(a'¥^m^)^™)^^-r, B|{C^-rJ;5^-3-7^^>'^'n"pl'-*3V^Tt>.PEG 

[0061] <^A&ttm^lS*> 

rtLbfti^^iaj^txT^^stt^^^ig^^i, 2t^^-r, mm^mk(oMm 
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mmhtifc. MmMm^v^^Bi\^^im^-^fcm^icm'x-hmm2, 4, 
mmmn. mmmi^itmvxm^^tc. upuc^m^^tcm^m^mim 0.07% 
\cMvx. ^^^^^^{^2^^ xo.92%m^rMm(Di3mmtf£^^mmm 

[0062] mMmi^ix^vfc^yyMz-D\^ ^xm^n ^^(Dj^M^Aitiim^M 
1-5. Uj:\^zt^:d^^h-f. o.2%sxrmMm^itm^\(D2^(Di^>h29o^^mm 

\z.^'&xh^:LtwM^-:>fc. -jf. mmm2A,Qi^^x^8i^^i-x^Kiimmm^L 

'M%f¥Mmmn{%))tigmomm^-^\^xmmmmn-<fz.tz.^. m?>\^fr^-r 
X3\mm^^^^-r\m^WL(D2m R')iimmm.'m^u^\^^m^x 0.73. mtm 

[0063] i^±, \m\.fcmm^Witi'^^^^y^-^f)mn'¥wvy:^-r'yi^^^'\^(D^ 

hTg\zmmu Tgii^^\^^mn^\^^^'r^i^Uinmm^M--^mt\.x^'& 

{*#^#:40°C75%RH 
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*HDPE: High Density Polyethylene 
ND:not detected, NT:not tested 
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HPC*+* 


HEC*** 


EC*** 
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[0064] ^mm(D^m^ts:wmti-^t:i^a. yvy:^i-iyyxa^(Dm.^^^i-^n^ 

^m<^mthfmmffatLX(Dmm^^mm^tix\^^yvy^i~'yy^tiii^(Dm.(Dm 
^ (D^&mM(omm^^m\^-r^^mthx^^xh6. 
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[6] ?i!^^^iJ/5\ ;jfy:i:^u>':^^'"y3-/w, m^^i^^^^^yyT^v^^^yy^r^t'i^y-fuy^ 
[7] yvy:^i'^yyxn^(DMt. y^)y^'r^yyxn.^(DmD^'^\mmm^-m^ 
[8] yv-y:^i-'yyxn^(D&(D^-Mihim^^'r^'i^^Mi\ y')y^'r%^vxn.^<D 
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